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SUPPORT FOR THE AMENDMENTS 

Support f<br the amendments is inherent in the 
specification. The marked-up version of the amendments to 

Claims 1-4, 6, land 13^18 is found on a separate sheet 

I 

attached to this amendment and titled M Marked-Up Version of 

i 
i 

Rewritten Claiips". Support for the amendment to the 
structures in Claim 3 can be found in Claims 1 and 2, No 
new matter would be added upon entry of this amendment - 

Claims 1-18 will be pending upon entry of this 
amendment * \ 



REMARKS 

Applicants have amended the above-identified 

i 

application to| recite the applications to which priority is 
claimed, as suggested by the Examiner. 

Except foir the provisoes added to Claim 1, the above 
amendments arej not intended to limit the scope of the 
present claims;. They are, instead, intended to correct 
clerical errors and clarify the claim language. The proviso, 
at the end of £laim 1 was added to prevent any potential 
conflict with WO94/02477 and U.S. 5,317,103. 

The rejection of Claims 1-5 and 7-18 under 35 U.S-C. 
§112, second paragraph, has been obviated by appropriate 
amendment . ' 
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i 

Applicants have removed * contain" and n containing" from 

| 

the claims, withdrawal of this rejection is respectfully 
requested. ' 

i 

The obvioiisness-type double patenting rejection of the 

i 

Claims over U.S. 6,339,099 has been obviated by appropriate 

i 

amendment , j 

i 
i 

The proviso added to Claim 1 removed the subject matter 

of U.S. 6,339,099. Withdrawal of this rejection is 

i 

i 

respectfully requested . 

In view o£ the foregoing, Applicants submit that the 
application is! now in condition for allowance. Early 
notification of such action is earnestly solicited - 



Respectfully submitted, 

j&CA — 




Jing S* Belfield, Ph.D. 
Agent for Applicants 
Registration No. 45,914 
Telephone 302/4S7-5262 



Bristol-Myers Squibb Pharma Company 
C/o Patent Department 
P.O. Box 4000 ' 
Princeton, NJ 08543-4000 
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j 

Marked-Dp Version of Rewritten Claims 1-4, 6, and 13-18 
Application NoL : 09/924,381 
Docket No. DM-6904-A 

I 

i 
i 

The subject matter to be added is in bold and 
underlined and] the subject matter to be deleted is in bold 
and has been bracketed with square brackets. 

I 

1. (Amenjded) A compound of formula I: 




I 

or a stereoisomer or pharmaceutically acceptable salt 

thereof , wherein ; 

i 
i 

ring D is seldcted from -CH 2 N=CH-, -CH 2 CH 2 N=CH- , and a 5-6 
member ed 'aromatic ring consisting of carbon atoms and 
[system containing from] 0-2 heteroatoms selected from 
the group N, O, and S; 

provided that ring D is other than a 5 ^member ed aromatic 

i 

ring when M is structure q, t, or u; 

i 

ring D is substituted with 0-2 R, provided that when ring D 
is unsubsjtituted, [it contains] at least one ring 
heteratoni is present therein ; 

ring E consists of [contains] 0-2 N atom and ie substituted 
by 0-1 R : 

R is selected | from CI, F, Br, I, OH, alkoxy, NH2, 

NH(Ci- 3 alkyl), N(Ci_ 3 alkyl) 2 , CH 2 NH 2 , CH 2 NH(Ci- 3 
alkyl). GH 2 N(Ci. 3 alkyl) 2 , CH2CH2NH2, CH 2 CH 2 NH<Ci_ 3 
alkyl). and CH 2 CH 2 N(Ci- 3 alkyl) 2; 

1 

i 
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J a is NH or NR| a ; 



Z is selected from a bond, Ci_4 alkylene, (CH2) rO (CH2 ) r » 
(CH 2 ) r NR 3 lcH 2 )r/ <CH 2 ) r C (0) (CH 2 ) r , (CH 2 ) r C (0) 0 (CH 2 ) r . 
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Amendment 



(CH 2 ) r OC(0) (CH 2 ) r . (CH 2 ) r C (0) NR 3 (CH 2 ) r , 
(CH 2 ) r NR 3 C(0) (CH 2 ) t , (CH 2 ) r OC(0)0(CH 2 ) r . 
(CH 2 ) r OC(Q)NR 3 (CH 2 ) r , (CH 2 ) r NR 3 C (O) 0 (CH 2 ) r * 
(CH 2 ) r NR 3 C(0)NR 3 (CH 2 ) r , (CH 2 ) r S (0) p (CH 2 ) r , 
(CH 2 ) r S0 2 ]^ 3 (CH 2 ) r , (CH 2 ) r NR 3 S0 2 (CH 2 )rr and 
(CH 2 ) r NR 3 ^0 2 NR 3 (CH2) r » provided that Z does not form a 



N-N, N-O, 
or group 



N-S, NCH 2 M, NCH 2 0, or NCH 2 S bond with ring M 
A; 



R la and R lb ar^ independently [absent] H or selected from 
-(CH 2 ) r -Rf , -CH=CH-Rl', NCH 2 Rl\ OCH2R 1 " , SCH 2 Rl", 
NH(CH 2 )2(CH 2 ) t R 1 '» 0(CH 2 )2(CH 2 )tR 1 'i and S (CH 2 ) 2 (CH 2 ) t R 1 ' : 



alternatively, R la and R lb , when attached to adjacent carbon 
atoms, together with the atoms to which they are 
attached Iform a 5-8 membered saturated, partially 

j 

saturated or unsaturated ring substituted with 0-2 R 4 
and which! [contains from] consists of carbon atoms and 

0-2 heterjoatoms selected from the group consisting of 
N, 0, and S; 



al t ernat i ve ly , 
carbon adj 
the amide 



when Z is C(0)NH and R la is attached to a ring 
acent to z, then R la is a C(O) which replaces 
i hydrogen of Z to form a cyclic imide; 



R 1 ' is selectejd from H, Ci_3 alkyl, F, CI, Br, I, -CN, -CHO, 
(CF 2 ) r CP3i (CH 2 ) r OR 2 , NR 2 R 2a , C(0)R 2c , 0C(0)R 2 , 
{CF 2 ) r C0 2 R 2c , S(0) p R 2b , NR 2 ( CH 2 ) r OR 2 , C [H] (=NR 2c )NR 2 R 2a , 
NR 2 C(0)R 2 J= / NR 2 C(0)NHR 2b , NR 2 C(0) 2 R 2a , OC (0)NR 2a R 2b , 
C(0)NR 2 R 2 , a , C (0)NR 2 (CH 2 ) r OR 2 / S0 2 NR 2 R 2a , NR 2 S0 2 R 2b , C 3 - 6 
carbocycie [carbocyclic residue] substituted with 0-2 
R 4 , and sj-10 membered [heterocyclic system containing 

from] hetzerocycle consisting of carbon atoms and 1-4 

i 

heteroatoms selected from the group consisting of N p 0. 
and S substituted with 0-2 R 4 ,- 
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R 1 ' is selected from H, CH(CH 2 OR 2 ) 2 . C(0)R 2c , C(0)NR 2 R 2a , 
S(0)R 2b , S(0) 2 R 2b , and S0 2 NR 2 R 2a ; 

i 
i 

R 2 , at each occurrence, is selected from H, CF3, Ci-g alkyl, 
benzyl/ (^3-6 carbocycle [carbocyclic residue] 
substituted with 0-2 R 4b , and 5-6 membered [heterocyclic 
system containing from] heterocycle consisting of 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, 0, and S substituted with 0-2 

R 2a , at each occurrence, is selected from H, CF3, Ci-g alkyl, 
benzyl, phenethyl, C3-6 carbocycle [carbocyclic residue] 
substituted with 0-2 R 4b , and 5-6 membered [heterocyclic 
system containing from] heterocycle consisting of 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, 0, and S substituted with 0-2 

R 4b; 

R 2b , at each occurrence, is selected from CF3, C1-4 alkoxy, 
Ci_6 alkyl, benzyl, C3-6 carbocycle [carbocyclic 
residue] substituted with 0-2 R 4b , and 5^-6 membered 
[heterocyclic system containing from] heterocycle 
consisting of carbon atoms and 1-4 heteroatoms selected 
from theigroup consisting of N, 0, and S substituted 
with 0-2 R* b ; 

R 2c , at each occurrence, is selected from CF3 , OH, Ci_ 4 

alkoxy, Ci_e alkyl, benzyl, C3-6 carbocycle [carbocyclic 
residue] 1 substituted with 0-2 R 4b , and 5-6 membered 

i 

[heterocyclic system containing from] heterocycle 
consisting of carbon atoms and 1-4 heteroatoms selected 
from the group consisting of N, 0, and S substituted 
with 0-2 -R 4b ; 

alternatively,; R 2 and R 2a , together with the atom to which 
they are i attached, combine to form a 5 or 6 membered 

! 
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I 
i 

saturated, partially saturated op unsaturated ring 
substituted with 0-2 R 4b ,_ [and] wherein [containing 
from] 0— 1| additional ring heteroatoms selected from the 
group consisting of N, 0, and S are present ; 

i 

R 3 , at each occurrence, is selected from H, Ci_4 alkyl, and 

i 

phenyl ; | 

R 3a , at each occurrence, is selected from H, C1-4 alkyl, and 
phenyl ; j 

I 

[R 3b , at each occurrence, Is selected from H, C1-4 alkyl, and 

j 

phenyl;] j 

I 

R 3c , at each occurrence, is selected from C1-4 alkyl r and 
phenyl ; 

i 

A is selected Ifrom: 

1 

C3-!0 carbocycle [carbocyclic residue] substituted with 
0-2 R 4 , and i 

5-10 membered [heterocyclic system containing from] 
heterocycle consisting of carbon atoms and 1-4 heteroatoms 
selected fromithe group consisting of N, 0, and S 

substituted with 0-2 R 4 ; 

i 
1 
1 

B is selected Ifrom: H, Y, and X-Y; 

1 

X is selectedj from Ci_ 4 alkylene, -CR 2 (CR 2 R 2b ) (CH 2 ) c - , -C(0)-. 
-C(=NRl")!-, -CR2(NR1'r2)- # -CR 2 (OR 2 )-, -CR 2 (SR 2 )-, 
-C(0)CR 2 R 2a -, -CR 2 R 2a C(0), -S(0) p -, -S (0) p CR 2 R 2a - . 
-CR 2 R 2a S<|o) p -, -S(0) 2 NR 2 -, -NR 2 S(0) 2 -, -NR 2 S (O) 2 CR 2 R 2a - , 
-CR 2 R 2a S(jO) 2 NR 2 -, -NR 2 S(0) 2 NR 2 -, -C(0)NR 2 -, -NR 2 C(0)-, 
-C(0)NR 2 (jR 2 R 2a - ( -NR 2 C(0)CR 2 R 2a '-, -CR 2 R 2 a C ( 0 ) NR 2 - , 
-CR 2 R 2a NR, 2 C<0)-, -NR 2 C (0)0-, -0C(0)NR 2 -, -NR 2 C (O) NR 2 - , 
-NR 2 -, -l*R 2 CR 2 R 2a - . -CR 2 R 2a NR 2 -, 0, -CR 2 R 2a O-, and 
-OCR 2 R 2a -i; 
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Y is selected from: 

(CH 2 ) r NR 2 R 2a , provided that X-Y do not form a N-N, 0-N, 

or S-N bond, ; 

Ca-xo carfeocycle (carbocyclic residue] substituted with 

0-2 R 4a , and 

i 

5-10 membered [heterocyclic system containing from] 
heterocycle consisting of carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, 0, and S 
substituted with 0-2 R 4a ; 

R 4 , at each occurrence, is selected from H, =0, (CH 2 ) r OR 2 , F, 
CI, Br, i, Ci-4 alkyl, -CN, N0 2 , (CH 2 ) r NR 2 R 2a . 
(CH 2 ) r C(0)R 2c , NR 2 C(0)R 2b , C(0)NR 2 R 2a , NR 2 C (O) NR 2 R 2a , 
C [H] ( =NR 2 ') NR 2 R 2a , C [H] { =NS ( 0) 2 R 5 ) NR 2 R 2a , NHC ( =NR 2 ) NR 2 R 2a , 
C(0)NHC(-NR 2 )NR 2 R 2a , S0 2 NR 2 R 2a , NR 2 S0 2 NR 2 R 2a , NR 2 S0 2 -Ci_ 4 
alkyl, NR 2 S0 2 R5, S(0) p R 5 , {CF 2 ) r CF 3 , NCH 2 R lw , OCH2R 1 ", 
SCH2R 1 ", $J(CH 2 )2 (CH 2 ) tR 1 ' • 0 (CH 2 ) 2 (CH 2 ) tR 1 ', and 
S(CH 2 ) 2 (CH 2 ) t Rl', 

alternatively, one R 4 is a 5-6 membered aromatic heterocycle 
consisting of carbon atoms and [containing from] 1-4 

heteroatoms selected from the group consisting of N, 0, 
and S; 

provided that if B is H, then R 4 is other than tetrazole, 
C(0)-alkoxy, and C(0)NR 2 R 2a ; 

R 4a , at each occurrence, is selected from H, =0, (CH 2 ) r OR 2 , 
(CH 2 ) r -F. (CH 2 ) r -Br. (CH 2 ) r -Cl, I. Ci_ 4 alkyl, -CN, N0 2 , 
(CH 2 ) r NR 2 R 2a , (CH 2 ) r NR 2 R 2b , (CH 2 ) r C (0) R 2c , NR 2 C(0)R 2b , 
C(0)NR 2 R^ a , C(0)NH(CH 2 ) 2 NR 2 R 2a , NR 2 C (0)NR 2 R 2a , 
C[HJ (=NR 2 )NR 2 R 2a , NHC { =NR 2 ) NR 2 R 2a , S0 2 NR 2 R 2a , 
NR 2 S0 2 NR 2 R 2a , NR 2 S0 2 -Ci_ 4 alkyl, C (0)NHS0 2 -Ci_4 alkyl, 
NR 2 S0 2 R 5 ,' S(0) p R5, and (CF 2 ) r CF 3 ;' 

alternatively] one R 4a is a 5-6 membered aromatic heterocycle 
consisting of carbon atoms and [containing from] 1-4 
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heteroatoms selected from the group consisting of N, 0, 
and S andj substituted with 0-1 R 5 ; 

R 4b , at each occurrence, is selected from H. =0, (CH 2 ) r OR 3 , 
F, CI, Bri. I, Ci_ 4 alkyl, -CN, N0 2 . (CH 2 )rNR 3 R 3a . 
(CH 2 ) r C(0)R 3 . (CH 2 ) r C(0)OR 3c , NR 3 C(0)R 3a . C(0)NR 3 R 3a , 
NR 3 C ( 0 ) NR 3 R 3a , C [H] ( =NR 3 ) NR 3 R 3a , NH 3 C ( =NR 3 ) NR 3 R 3a , 
S0 2 NR 3 R 3a ; NR 3 S0 2 NR 3 R 3a . NR 3 S0 2 -Ci_ ft alkyl, NR 3 S0 2 CF 3 , 
NR 3 S0 2 -phenyl, S(0) p CF 3 , S(0) p -Ci_4 alkyl, S (0) p -phenyl. 
and (CF 2 ) : r CF 3 ; 

R 5 , at each occurrence, is selected from CF3, Ci_e alkyl, 

phenyl substituted with 0-2 R 6 , and benzyl substituted 
with 0-2 R 6 ; 

R 6 , at each occurrence, is selected from H, OH, (CH 2 ) r 0R 2 , F, 
CI, Br, I, C!_ 4 alkyl, CN, N0 2 , (CH 2 ) r NR 2 R 2a , 
(CH 2 ) r C(0)R 2b , NR 2 C(0)R 2b , NR 2 C (O) NR 2 R 2a . C [H] (=NH) NH 2 , 
NHC(=NH)NH 2 , S0 2 NR 2 R 2a . NR 2 S0 2 NR 2 R 2a , and NR 2 S0 2 Ci_,i 
alkyl ; 

1 

[n is selected from 0, 1, 2, and 3; 
m is selected from 0, 1, and 2;] 

p is selected from 0, 1, and 2; 

r is selected i from 0, 1, 2, and 3; 

s is selected from 0, 1, and 2; and, 

t is selected from 0 and l[-]*_ 

provided that when: 

(a) ring D is furan, thiophene, pyrrole, 
isoxazole, jgothiazole, or pyrazole, then Z is other 
than a bond; and, 



i 
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(b) A Is benzofuran, benzothiophene, indole , 
benzisoxazole, benzisothiazole, or indazole, then: 

(i) ring M is pyrazole, or 

(ii) l Z is other than a bond or Ci.« alkylene- 



2. (Amended) A compound according to Claim 1, wherein: 

D-E is selected from the group: 

l-airdnoisoquinolin-7-yl; 1, 3-diaminoisoquinolin~7- . 
yl,- 1, 4-diaminoisoquinolin-7-yl; 1,5- 
diaminoisoquinolin^-7-yl; 1, 6-diaminoisoquinolin-7-yl; 
1 - amino - 3 -hydroxy- i s oquino 1 in- 7 -y 1 ; 1 - amino - 4 -hydroxy- 
isoquino]|in-7-yl; l-amino-5-hydroxy-isoquinolin-7-yl ; 
1 - amino - 6 - hydroxy- i s oquino 1 in- 7 -y 1 ; 1 - ami no - 3 -me thoxy- 
isoquinolin-7-yl; l-amino-4-methoxy-isoquinolin-7-yl ; 
1 - amino - 5 -me thoxy- i b ocpiinol in- 7 -yl ; 1 -amino- 6 -me thoxy- 
isoquinolin-7-yl; l-hydroxy-isoguinolin-7-yl; 4- 
aminoquinazol-6-yl; 2, 4-diaminoquinazol-6-yl; 4,7- 
diajninoquinazol-6-yl 4, 8-diaminoquinazol-6-yl; 1- 
aminophthalaz-7-yl; 1, 4-dianiinophthalaz-7-yl; 1,5- 
diaminophthalaz-7-yl; 1, 6-diaminophthalaz-7-yl; 4- 
aminoptetfid-6-yl; 2, 4-aminopterid-6-yl; 4, 6- 
diaminopterid-6-yl; 8-amino-l, 7-naphthyrid-2-yl ; 6,8- 
diamino-1, 7-naphthyrid-2-yl; 5, 8-diainino-l , 7- 
naphthyrid-2-yl; 4, 8-diaminQ-l, 7-naphthyrid-2-yl; 3 , 8- 
diamino-1, 7-naphthyrid-2-yl; 5 -amino -2 , 6-naphthyrid-3- 
yl ; 5 , 7-diamino-2 , 6-naphthyrid-3 -yl ; 5 , 8-diamino-2 , 6- 
naphthyrid-3-yl; 1, 5-diamino-2 , 6-naphthyrid-3-yl; 5- 
amino-1, 6-naphthyrid-3-yl ? 5 , 7-diamino-l, 6-naphthyrid- 
3-y; 5, 8-diamino-l , 6-naphthyrid-3^yl ; 2 , 5-diamino-l, 6- 
naphthyrid-3 -yl ; 3-aminoindazol-S-yl ; 3-hydroxyindazol- 
5-yl; 3-aminobenzisoxazol-5-yl; 3-hydroxybenzisoxazol- 
5-yl; 3-aminobenzisothiazol-5-yl; 3- 
hydroxybenzisothiazol-5-yl ; l-amino-3 , 4- 
dihydr o i s oquino 1 in- 7 -y 1 ; and , 1 - amino i s o indo 1-6 -y 1 ; 
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! 

M is selected jfrom the group: 

R 1a 
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Z is selected jfrom (CH 2 ) r C(0) (CH 2 ) z > (CH2) r C(0)0(CH 2 ) r . 
(CH 2 ) r C(Oj)NR3(CH2)r. (CH 2 ) r S (0) p (CH 2 ) r , and 
(CH 2 ) r S0 2 tJR 3 (CH 2 ) r ; and, 
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Y is selected from one of the following rings [earbocyelie 

and heterocyclic systems] which are substituted with 0- 
2 R 4a ; 

phenyl , piper idinyl , piper az iny 1 , pyr idy 1 , 
pyrimidyl', furanyl, morpholinyl, thiophenyl, pyrrolyl, 
pyrrolidinyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazolyl, pyrazolyl, imidazolyl, oxadiazole, 
thiadiazojle, triazole, 1, 2 , 3-oxadiazole, 1,2,4- 
oxadiazole, 1,2, 5-oxadiazole, 1 , 3 , 4-oxadiazole, 1,2,3- 
thiadiazole, 1,2, 4-thiadiazole, 1,2, 5-thiadiazole, 

1. 3 . 4- thiadiazole, 1,2, 3-triazole, 1,2, 4-triazole, 

1.2. 5- triazole, 1,3, 4-triazole, benzofuran, 
benzothiofuran, indole, ben2 imidazole, benzoxazole, 
benzthiaz'ole , indazole , benzisoxazole , benzisothiazole , 
and isoindazole; 



alternatively, Y is [Y may also be] selected from the 
following, bicyclic heteroaryl ring systems: 




K is selected from O, S, NH, and N. 



3. (Amended) A compound according to Claim 2, wherein: 

D-E is selected from the group: 

l-air\inoisoquinolin-7-yl; 1, 3-diaminoisoquinolin-7- 
yl; 1, 4-dliaminoisoquinolin-7-yl; 1,5- 

diaminoisoquinolin~7-yl; 1, 6-diaminoisoquinolin-7-yl; 
l*-hydroxy-isoquinolin-7-yl; 4-aminoquinazol-6-yl; 2, 4- 
diaminoqu<inazol~6-yl; 4 , 7-diaminoquinazol-6-yl ; 4, 8- 
diaminoqujinazol-6-yl; l-aminophthalaz-7-yl; 1,4- 
diaminophjthalaz-7-yl; 1 , 5-diaminophthalaz-7-yl; 1, 6- 
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Amendment 



i 



diajninophjthalaz-7-yl; 4-aminopterid-6-yl; 8-amino-l, 7- 
naphthyri<i-2-yl; 5-ainino-l, 6-naphthyrid-3-y; 5-amino- 
2, 6-naphthyrid~3-yl; 3-aminobenzisoxa2ol-5-yl ; 3- 
aminobenzjisothiazol-S-yl ; l-amino-3 , 4- 
dihydroisoquinolin-7-yl ; and, l-aminoisoindol^6-yl ; 



M is selected jfrom the group: 



a 1a 




Z -A- B 




>>ia 



R 1a 



f 

z 

m 

? 

A 



3 ib 



v B 



?: — n 

M W 
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N B 
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jj 
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I 
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Z is selected from (CH 2 ) r C (O) (CH 2 ) r and (CH 2 ) r C (O) NR 3 (CH 2 ) r ; 

I 

and, i 

i 
I 
i 

Y is selected from one of the following rings [carboeyelic 

and heterocyclic systems] which are substituted with 0- 
2 R 4a ; j 

phenyl, piperidinyl, piperazinyl, pyridyl, 
pyrimidyl 1 , furanyl, morpholinyl, thiophenyl, pyrrolyl, 
pyrrolidinyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazojlyl, pyrazolyl, imidazolyl, oxadiazole, 
thiadiazole, triazole, 1 , 2 , 3 -oxadiazole, 1,2,4- 
• oxadiazole, 1, 2, 5-oxadiazole, 1, 3 , 4-oxadiazole, 1,2,3- 
thiadiazojle , 1,2, 4- thiadiazole , 1,2, 5- thiadiazole , 
1,3, 4-thijadiazole, 1,2, 3-triazole, 1,2, 4-triazole, 
1,2, 5-trijazole, 1, 3 , 4-triazole, benzofuran, 
benzothio|furan, indole, benzimidazole, benzoxazole, 
benz thia^ole , indazole , ben2isoxazole , benzisothiazole , 

and isoin|dazole . 

! 

4* (Amenjded) A compound according to Claim 3, wherein: 

i 

i 

D-E is selected from the groups 

l-airlinoisoquinolin-7-yl; 1, 3-diaminoisoquinolin-7- 
yl; 1, 4-diaminoisoquinolin-7-yl; 1, 5- 
diaminoi^oquinolin-7-yl; 1, 6-diaminoisoquinolin-7-yl ; 
l-aminophthalaz-7-yl; 1, 4-diaminophthalaz-7-yl; 1,5- 
diaminoptithalaz-7-yl ; 1 , 6-diaminophthalaz-7-yl ; 4- 
aminopterid-6-yl; 8-amino-l, 7-naphthyrid-2-yl; 5- amino - 
1, 6-naph4hyrid«3-y; 5^amino-2, 6-naphthyrid-3-yl; 3- 
aminobenzisoxazol-5-yl; l-amino-3 , 4-dihydroisoquinolin- 
7-yl; and, l-aminoisoindol-6-yl ; 

M is selected j from the group: 



j 
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A is selected Erom: 

l 

Cs-s carbocycle [carbocyclic residue] substituted with 

i 

0-2 R fi , and | 

i 

5-6 membeted [heterocyclic system containing from] 
heterocycle consisting of carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, 0, and S 

substituted with 0-2 R 4 ; 

i 

i 

Y is selected prom one of the following rings [carbocyclic 

and hot or bey c lie sydtome] which are substituted with 0- 
2 R 4a ; 

phenyl , piper idinyl , piperazinyl , pyridyl , 
pyrimidylj, furanyl, morpholinyl, thiophenyl, pyrrolyl, 
pyrrolidihyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazolyl , pyrazolyl , imidazolyl , benzimidazolyl , 
oxadiazole, thiadiazole, triazole, 1, 2, 3-oxadia2ole, 
1, 2 , 4-oxadiazole, 1 # 2, 5-oxadiazole, 1,3, 4-oxadiazole, 
1,2, 3 -thiadiazole, 1, 2 , 4- thiadiazole, 1,2,5- 
thiadiazole, 1,3, 4-thiadiazole, 1, 2 , 3-triazole, 1,2,4- 
triazole, 1 1, 2 , 5-triazole, and 1 , 3 , 4-triazole; 

R 2 , at each occurrence, is selected from H, CP3 , Ci-e alkyl, 
benzyl, C'5,6 carbocycle [carbocyclic residue] 
substituted with 0-2 R 4b , and 5-6 membered [heterocyclic 
system containing from] heterocycle consisting of 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, 0, and S substituted with 0-2 
R«>; ' 
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R 2a , at each occurrence, is selected from H,- CF3, Ci_e alkyl, 
benzyl, pjtienethyl, C5-6 carbocycle [carbocyclic residue] 
substituted with 0-2 R 4b , and 5-6 membered (heterocyclic 
system containing from] heterocycle consisting of 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N f O, and S substituted with 0-2 
R 4b ; « 

1 

R 2t> , at each occurrence, is selected from CF3 , Ci_4 alkoxy, 
C1-6 alkyl, benzyl, C5-6 carbocycle [carbocyclic 
residue] jsubstituted with 0-2 R 4b , and S-6 membered 
[heterocyclic system containing from] heterocycle 
consisting of carbon atoms and 1-4 heteroatoms selected 
from the 'group consisting of N, O, and S substituted 
with 0-2 t 4b ; 

i 
1 

R 2c , at each occurrence, is selected from CF3» OH, Ci_4 

alkoxy, c|i_e alkyl, benzyl, Cs_6 carbocycle [carbocyclic 
residue] substituted with 0-2 R 4t \ and 5-6 membered 
[heterocyclic system containing from] heterocycle 
consisting of carbon atoms and 1-4 heteroatoms selected 
from the [group consisting of N, O, and S substituted 
with 0-2 R 4b ; 

alternatively, I R 2 and R 2a , together with the atom to which 

they are ,attached, combine to form a ring selected from 

1 

imidazolyl, morpholino, piperazinyl, pyridyl, and 
pyrrol idijnyl, substituted with 0-2 R 4b ; 

i 

R 4 , at each occurrence, is selected from H, =0, OR 2 , CH2OR 2 , 
F, CI, C3I4 alkyl, NR 2 R 2a , CH 2 NR 2 R 2a , C(0)R 2c , CH 2 C(0)R 2<:! , 
C(0)NR 2 R 2a , C [H] (=NR 2 )NR 2 R 2a , C [HJ (=NS (O) 2 R5)NR 2 R 2a , 
S0 2 NR 2 R 2i S; NR 2 S02-C!- 4 alkyl, S(0) 2 R 5 , and CF 3 

! 

1 
1 

provided that jif 5 is H, then R 4 is other than tetrazole, 
C<0) -alkcjxy, and C(0)NR 2 R 2a ; 

i 
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I 
i 

i 

i 

R 4a , at each occurrence, is selected from H. =0, (CH 2 ) r OR 2 , 
F, CI, C1J4 alkyl, NR2R2a, CH 2 NR 2 R 2a . NR 2 R 2b , CH 2 NR 2 R 2b , 
(CH 2 ) r C(0)R 2c , NR 2 C(0)R 2b , C(0)NR 2 R 2a . C (O) NH (CH 2 ) 2 NR 2 R 2a . 
NR 2 C(0)NR^R 2a , S0 2 NR 2 R 2a , S(0) 2 R 5 , and CF3; and, 

I 
1 

R 4b , at each occurrence, is selected from H, =0, (CH2) r OR 3 . 
F, CI, CiJ 4 alkyl, NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 . CH 2 C{0)R 3 , 
C(0)0R 3c , ;C(0)NR 3 R 3a . C[H] (=NR 3 )NR 3 R 3a , S0 2 NR 3 R 3a , 
NR 3 S0 2 -Ci_k alkyl, NR 3 S0 2 CF 3/ NR 3 S0 2 -phenyl , S(0) 2 CF 3 , 
S (0).2-Ci-4| alkyl, S (O) 2 -phenyl , and CF 3 . 

1 

! 

6. (Amended) A compound according to Claim 1, wherein 

the compound is selected from: 

i 
i 

j 

1- (1 1 -Amino-isoquinol-7 1 -yl) ~3-methyl-5- [ (2 1 -aminosulf onyl - 
[1,1'] -biphen-4-yl) carbonylamino] pyrazole; 

1- (1 • -Amino-isiquinol-7 ' -yl) -3-methyl-5- [ (2 1 -methylsulf onyl- 
[1,1*] -bi£hen~4-yl) carbonylamino] pyrazole; 

i 
i 

1- (4 ' -Amino-isoquinol-7 1 -yl) -3-methyl-5- [ (2 1 -aminosulf onyl- 
[1,1'] -biphen-4-yl) carbonylamino] pyrazole; 

1- (Isoquinol-7 ' -yl) -3-methyl-5- [ (2 1 -aminosulf onyl- [1. 1 1 ] - 
biphen-4-irl) carbonylamino] pyrazole; 

i 
i 

3- {1 1 -Amino-ispquinol-7 1 -yl) ^5- [ (2 1 -aminosulf onyl- [1, 1 1 ] - 
biphen-4-yi ) carbonylamino] -5-methylisoxazoline; 

3- (Isoguinol-Si 1 -yl) -5- [ {2 1 -aminosulf onyl- [1, 1 1 ] -biphen-4- 
yl) carbonylamino] -5-methylisoxazoline; 

j 

3- (Isoquinol-7; -yl) -5- [ (2 1 -aminosulf onyl- [1,1'] -biphen^4- 
yl) carbonylamino] -5-methylisoxazoline; 

i 

3- (2 ' -Aminobenzimidazol-5 ' -yl) -5 - [ (2 1 -aminosulf onyl- [1, 1 1 ] - 
biphen-4-yl) aminocarbonyl ] -S^methylisoxazoline; 

3- (3 ' -Aminoindazol-5 ' -yl) -5- [ (2 ' -aminosulf onyl- [1, 1 ' ] - 
biphen-4-yl) aminocarbonyl] -5-methylisoxazoline ; 

i 

3- (3 ' -Aminobenzisoxazol-5 ' -yl) -5- [ (2 1 -aminosulf onyl- [1, 1 ' ] - 
biphen-4-yl) aminocarbonyl] -5-methylisoxazoline 
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II- (3 ■ -Aroinobenzisoxazol-5 • -yl) -3 -methyl -5- [ (2 • - 
aminosulf bnyl- [1,1 1 ] -biphen- 4- 
yl ) aminocarbonyl ] pyrazole ; ] 

t 

3- (l-Amino-isoijuinol-7-yl) -4- [ (2 • -aminosulf onyl- [1, 1 1 ] - 

biphen-4-yl) aminocarbonyl] -1,2, 3-triazole ; 

i 

3- (4-amino-isociuinol-7-yl) -4- [ (2 ' -aminosulf onyl- [1, 1' ] - 
biphen-4-yl) aminocarbonyl] -1, 2 , 3-triazole; 

3- (isoquinol-7j-yl) -4- [ (2 1 -aihinosulf onyl- [1, 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] -1 , 2 , 3-triazole ; 

1- (Quinol-2-ylmethyl) -3 -methyl -5- [ (2 1 -aminosulf onyl- [1,1']- 
biphen-4-yl ) aminocarbonyl ] pyrazole ; 

1- (Quinol-2-yl) -3 -methyl -5- [ (2 ' -aminosulf onyl- [1,1'] -biphen- 

4-yl ) aminocarbonyl ] pyrazole ; 

i 

[1- (3 1 -Aminoin<3azol-5 1 -yl) - 3-methyl-S- [ (2 1 -aminosulf onyl - 
[1, 1 1 J -b iphen- 4 -yl) aminocarbonyl] pyrazole; 

1- ( 3 - Aminoindazole- 5 -yl ) -3-methyl-5- [ (2 1 -aminosulf onyl- 
[1, 1 ■ ] -biphen- 4 -yl) aminocarbonyl] pyrazole; 

i 

1- (3 1 -AminobenziBOjcazol-5 1 -yl) -3 -methyl- 5- [ (2 1 - 

aminosul^onyl- (phenyl ) pyrid- 2 -ylaminocarbonyl ] pyrazole; 

i 
i 

1- (3 ■ -Aminobenzieoxazol-S ■ -yl) -3-methyl-5- [isoguinol-7- 
y 1 ) aminocarbonyl ] pyrazole ; ] 

1- (1' -Aminoisojquinol-7 ' -yl) -3-ethyl-5- [ (2 1 -aminosulf onyl - 
[1,1'] -biphen-4-yl ) aminocarbonyl] pyrazole ; 

1- (1 ' -Aminoisajquinol-7 ' -yl) -3-isopropyl-5- [ (2 1 - 
aminosulf;onyl-.[l, 1 ' ] -biphen- 4- 
yl) aminocsarbonyl] pyrazole ; 

j 

1- (2 ' , 4 ' -Diaminoquina2ol-G ' -yl) -3-methyl-5- [ (2 ' - 
aminosul^onyl- [1, 1' ]-biphen-4- 
yl) aminocarbonyl] pyrazole; 

| 

1- (4 ' -Aminoguilnazol-6 ' -yl) -3-methyl-5- [ (2 ' -aminosulf onyl - 
[1,1*3 ~bilphen-4-yl ) aminocarbonyl ] pyrazole ; 

i 

1- (1' -Aminoisdguinol-7 ' -yl) -3 -methyl -5- [4- (N- 

pyrrolidilnylcarbonyl ) phenylaminocarbonyl ] pyrazole ; 
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[1» (3 ' -Aminobenzisoxazol-5 1 -yl) -3-trif luoromethyl-5- [ (2 • - 
methylsulf onyl-3-f luoro- [1, 1 1 ] -biphen-4- 
yl ) aminocarbony 1 ] pyrazole ; ] 

1- (1 1 -Aminopthalazin-7 1 -yl) -3 -methyl- 5- [ (2 ' -aminosulf onyl- 
[1,1'] -biphen-4-yl) carbonylamino ] pyrazole ; 

3 - (3 • - Aminobenzisoxazol-5 ' -yl) -5- [ [5- [ (2 1 - 

aminosul f bnyl ) phenyl ] pyr id- 2 -yl ] aminocarbony 1 ] - S - 
( methyl sul f ony 1 aminome thy 1 ) i s oxa z o 1 ine ; 

[1- (3 ' -Aminobenzisoxazol-5 1 -yl) -3-trif luorcmethyl-5- [ (2- 
f luoro-4 -morpbolinophenyl ) aminocarbony 1 ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 ■ -yl) -3-trif luoromethyl-5- 1 [4- (2 ■ - 
i eopropyl i m i dazol - 1 1 -yl) phenyl ] aminocarbony 1] pyrazole; 

1- (3 1 -Aminobenzisoxazol-5 ' -yl) -3-trif luoromethyl- 5- [ [4- (2 1 - 
ethyl imid>azol-l 1 -yl) phenyl] aminocarbony 1] pyrazole; 

1- (3 1 -Aminobenzisoxazol-5 ■ -yl) -3-trif luoromethyl-5- [ [4 - [ (2 ' - 
dime thylaminome thy 1) imidazole 1 1 - 
yl ] phenyl] aminocarbony 1 ] pyrazole ; 

1- (3 ■ -Aminobenzisoxazol-5 • -yl) -3-trif luoramethyl-5- [ [4- [ (2 1 - 
methoxymethyl) imidazol-1 1 - 
yl] phenyl] aminocarbony 1] pyrazole; 

1- (3 1 -Aminobenzisoxazol-5 1 -yl) -3-trif luoramethyl-5- [ [4- [ (2 1 - 
dimethyl aminome thy 1) imidazol-1 1 -yl] -2- 
f luorophenyl ] aminocarbony 1 ] pyrazole ; 

1- (3 1 -Aminoberizisoxazol-5 • -yl) -3-trif luoromethyl- 5- [ [ (2- 
roethoxy-4- (2 1 -methyl imidazol-1 1 - 
yl ) phenyl ] aminocarbony 1 ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 1 -yl) -3-trif luoromethyl-5- [ £4- (2 ' - 
isopropylimidazol-1 1 -yl) -2-f luorophenyl] amino- 
carbony lj: pyrazole; 

1- (3 ■ -Aminoberizieoxazol-5 1 -yl) -3-trif luoromethyl-5- [ [4- (2 ■ - 
ethylimidazol-1 1 -yl) -2 -f luorophenyl] amino- 
carbonyl Ipyrazole ; 



1- (3 • -Aminobenzisoxazol-5 • -yl) -3-ethyl-5- [ [4- (2 ■ - 
ethylimidazol-1 f -yl) -2- 
f luorophenyl ] aminocarbony 1 ] pyrazole ; 



41 

12/04/02 WED 16:34 [TX/RX NO 8300] 



Docket No; DM-6904-A ' Amendment 
USSN: 09/924,381 

1- (3 ■ -Aminobenzisoxazol-5 1 -yl) -3-ethyl-5- [ [4- [ (2 1 - 
methoxymethyl) imidazol-1 1 - 
yl ] phenyl ] aminocarbonyl ] pyrazole ; 

i 

1- ( 3 1 -Aminobenzisoxazol-5 1 -yl) -3-ethyl-5- [ [4- [ (2 1 - 
dimethy ladtiinomethyl ) imidazol-1 9 - 
y 1 ] phenyl ] aminocarbonyl ] pyrazole ; 

i 

1- ( 3 1 -Aminobenzisoxazol-5 ' -yl) -3-ethyl-5- [ [4- t (2 1 - 
methyl )benz imidazol-1 1 - 
y 1 ] phenyl ] aminocarbonyl ] pyrazole ; 

1- (3 1 -AminobenZisoxazol-5 ■ -yl) -3-ethyl-5- [ (2 ' - ethyl imidazol- 
1 1 -ylphenyl) aminocarbonyl] pyrazole; 

1- (3 ' r Aminobenz i eoxazol - 5 ■ -yl) -3-ethyl-5- [[4-(2 f - 
ethylimidazol-1 ' -yl) -2 , 5- 
ai £ luoropheny 1 ] aminocarbonyl ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 1 -yl) -3~ethyl-5- t (2-f luoro-4- 
morpholinophenyl ) aminocarbonyl ] pyrazole; 

1- (3 ■ -Aminobenzisoxazol-5 ■ -yl) -3-ethyl-5- [ <2 ' - 

i s op r opy 1 iroi da z o 1 - 1 ■ -ylphenyl) aminocarbonyl] pyrazole; 

1- (3 ' -Aminobenzisoxazol-5 1 -yl) -3 -ethyl- 5- [ [4- (2 1 - 
methylimidazol-1 1 -yl) -2- 
f luoropheny 1 ] aminocarbonyl ] pyrazole ; 

1- (3 ' -Aminobenzisoxazol-5 • -yl) -3-ethyl-5- [ (2 ' -aminosul£onyl- 
3 -amino- [1, 1 ' ] -biphen-4-yl) aminocarbonyl) pyrazole; 

i 

1- (3 ■ -Aminobenzisoxazol-5 ■ -yl) -3-ethyl-5- [ (2 ■ -aminosulf onyl- 
3-nitro- p., 1' ] -biphen-4-yl) aminocarbonyl] pyrazole; 

1- (3 1 -Aminobenzisoxazol-5 ' -yl) -3-ethyl-5- [ [4- (2 ' - 

methylimidazol-1 ■ -yl) phenyl] aminocarbonyl] pyrazole; 

1- <3 1 -Aminobexizisoxazol-5 1 -yl) -3-ethyl-5- [ [2 -dimethyl- 4- (N- 
pyrrolidinocarboxiyl ) phenyl ] aminocarbonyl ] pyrazole ; 

1- <3 1 -Aminobenzisoxazol~5 1 -yl) -3-ethyl-S- [ [2-pyrrolidino-4- 
(N-pyrrolidinocarbonyl ) phenyl] -aminocarbonyl] pyrazole; 

1- (3 ' -Aminobexizisoxazol-S 1 -yl) -3-ethyl-5- [ [2-f luoro-4- (N- 
pyrr ol idinocarbonyl ) phenyl ] aminocarbonyl ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 ' -yl) -3-ethyl-5- [ (2 1 -aminoEulf onyl- 
3-f luoro- 1 [1, 1 ' ] -biphen-4-yl) aminocarbonyl] pyrazole; 
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1- (3 ' -Aminobenzisoxazol-5 • -yl) -3-ethyl-5- [ [5- [ (2 1 - 
methyl sulf onyl ) phenyl ] pyrimid- 2 - 

yl] ai&inocarbonyl] pyrazole; 

i 
i 

1- (3 ' -Aininobenzisoxazol-5 ■ -yl) -3 -ethyl- 5- [ [ (2 ■ - 
methyl sulf onyl) -3 -f luoro- [1, 1 1 ] -biphen-4- 
yl ] aminocarbonyl ] pyrazole ; 

i 

1- (3 • -Aminobenzisoxazol-5 1 -yl) -3-ethyl-5- [ [5- [ (2 ' - 
aminosulf onyl ) phenyl J pyrid-2 - 
yl ] aminocarbonyl ] pyrazole ; ] 

1- (3 1 -Aminobenzisoxazol-5 1 -yl) -5- [ [ (2 ' -methylsulf onyl) -3- 

f luoro- [1> 1 ' ] -biphen- 4 -yl] aminocarbonyl] tetrazole; 

i 

1- (3 ' -Aminobenkisoxazol-5 ■ -yl) -5- [ (4- (2 ' -roethylimidazol-1 • - 
yl ) phenyl ] aminocarbonyl ] tetrazole ; 

i 

1- (3 ■ -Aminobenzisoxazol-5 1 -yl) -5- [ (2 1 -aminosulf onyl- [1,1']- 
biphen-4-irl) aminocarbonyl] tetrazole; 

1- (3 1 -Aminobenzisoxazol^S ' -yl) -5- [ (2-f luoro-4- (N- 

pyrrolidinocarbonyl) phenyl) aminocarbonyl] tetrazole; 

i 

1- (3 1 -Aminoben!zisoxazol-5 ' -yl) -5- [ (2- (N-pyrrolidino) -4- (N- 
pyrrolidiinocarbonyl ) phenyl ) aminocarbonyl ] tetrazole ; 

1- (1 1 -Amino -isoquino 1-7 ' -yl) -5- [ [ (2 ' -aminosulf onyl) -3- 
f luoro- [1, 1 ' ] -biphen-4-yl] aminocarbonyl] tetrazole; 

1- (1 ' -Amino-is|oquinol-7 • -yl) -S- [ [ (2 ■ ^methylsulf onyl) -3- 
f luoro- [1, 1 ' ] -biphen- 4 -yl) aminocarbonyl] tetrazole; 

[1- (3 1 -Aminobenzieoxazol-5 * -yl) -3-trif luoromethyl-5- 
[ ( 2 ' aminosulf onylpheayl ) pyrimidin-2 - 
yl ) aminocarbonyl ) pyrazole ; 

1- (3 1 -Axninobenziaoxazol-5 • -yl) -3-trif luoromethyl- 5- [4- (2 1 - 
methylimidazol-1 1 -yl) phenyl) aminocarbonyl] pyrazole; 

i 

1- (3 ■ -Aminoberieisoxazol-5 1 -yl) -3-tri£luoromethyl-S- [4- (2 ' * 
metbylimidazol-1' -yl) -2-f luorophenyl) - 

aminocarbonyl ] pyrazole ; 

i 

1- (3 1 -Aminobenzisoxazol-S 1 -yl) - 3 - 1 rifluoromethyl - 5 - [4- (1' - 
methyl imidazol -2 ' -yl) -2-f luorophenyl) amino- 
carbonyl ] pyrazole ; 

1- (3 1 -Aminobe^zisoxazol-5 1 -yl) -3-trif luoromethyl - 5 - [4- (2 ' - 
amino imidazol-1' -yl) phenyl) aminocarbonyl] pyrazole; 
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i 

i 

1- (3 1 -Aminobenzifloxazol-5 » -yl) - 3 - 1 r i f luorome t hy 1 - 5 - [ (2 ' - 

dime thy laminometlarl-3-f luoro- [1, 1' J -biphen-4-yl) amino- 
carbonyl] pyrazole; 

Ethyl X- (3 ' -axainobenzisoxazol^5 1 -yl) -5 - [ (2 ' -aminosulf onyl-3- 
f luoro- [l'f 1 v ] -biphen-4-yl) aminocarbonyl J pyrazole-3 - 
carboxylate; 

1- (3 ' -Aminoben?isoxazol-5 1 -yl) -5- I (2 • -aminosulf onyl- 3- 

f luoro- [lj, 1 ■ ] -biphen-4-yl) aminocarbonyl] pyrazole-3- 
carboxylib acid; 

1- (3 ' -Aminobenzisoxazol-5 • -yl) -S- [ (2 * -aminosulf onyl- 3- 

f luoro- [it 1" ] -biphen-4-yl)aminocarbonyl]pyrazole-3- 

carboxami&e; 

I 
I 

Ethyl 1- (3 ' -aminobenzisoxazol-S ■ -yl) -5- [ (2 1 -methyl sulfonyl- 
3-f luoro-, [1, 1 ■ 3 -biphen-4-yl) aminocarbcnyl]pyrazole-3- 

carboxylate; 

i 

1- (3 ' -Aminobenzisoxazol-5 1 -yl) -5 - [ (2 » -methylsulf onyl-3- 
f luoro- [ly 1 ■ ] -biphen-4-yl) aminocarbonyl] pyrazole- 3- 
carboxylic acid; 

1- (3 ' -Aminobenzisoxazol-5 ■ -yl) -3- (hydroxymethyl) -5- [ (2 ' - 
methylsuljf onyl-3-f luoro- [1, 1 1 ] -biphen-4- 
y 1 ) aminocarbonyl ] pyrazole ; 

1- (3 ' -Aminobenzisoxazol-5 1 -yl) -3- [ dime thylaminome thy 1] -5- 
[ C2 > -aetijylsulf onyl-3-f luoro- [1, 1 1 ) -biphen-4- 

y 1 ) aminocarbonyl ] pyrazole ; 

i 

Ethyl 1- (3 ' -anjinobenzisoxazol-5 • -yl) -5- [ (2 1 -methylsulf onyl- 
3-f luoro-l [1, 1 1 ] -biphen-4-yl) aminocarbonyl] pyrazole-4- 
carboxylajt e ; 

1- (3 ' -Aminobenzisoxazol-5 1 -yl) -5- [ (2 1 -methylsulf onyl-3- 
f luoro- 1 3 ] -biphen-4-yl) aminocarbonyl] pyrazole -4 - 
carboxylic acid; ] 

1» (1 ' , 2 ' , 3 ' , 4 'j-Tetrahydroisoquinol-? ' -yl) -3 -methyl -5- [ (2 ' - 
aminosulf onyl- [1 , 1 ' ] -biphen-4- 
yl ) carborly lamino ] pyrazole ; 

1- (1 ' -Amino-isoquinol-7 ' -yl) -3- [ (2 ' -methyl aminosulf onyl- 
[1,1'] -bilphen-4-yl) carbonylamino] -5-methylpyrazole; 

! 

1- (4 1 -Amino-i^oquinol-7 1 -yl) -3-iuethyl-5- [ (2 ' -methylsulf onyl - 

[1, 1 ' 3 -bi!phen-4-yl) carbonylamino] pyrazole; 

i 
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1- { 1 ' -Amino-isoquinol-7 ' -yl) -3 -trif luoromethyl-5- 1(2'- 
methylsul^onyl- [1, 1" ] -biphen-4- 
yl ). carbonylamino] pyrazole ; 

1- (1 1 -Amino-isoquinol-7 ' -yl) -3-trif luoromethyl»5- [ (2-f luoro- 
4- (N-pyrrolidinocarbonyl) - 
phenyl ) carbonylamino] pyrazole ; 

l-U'-Aiuino-isoguinol-? '-yl) -3-trif luoromethyl-5- [ (2 ■ - 
methylsulfonyl-3-f luoro- [1,1'] -biphen-4- 
yl ) carbonylamino] pyrazole ; 

1- (1 ' -Aroino-isoquinol-7 1 -yl) -3-trif luoromethyl-5- [ { 2 • - 
aminosulf onyl- [1,1'] -biphen-4- 
yl) carbonylamino] pyrazole; 

1- ( 1 1 -Amino-isoquinol-7 ' -yl ) -3-trif luoromethyl-5- [ (2 ■ - 
aminosulf onyl-3-f luoro- [1, 1 ' ] -biphen-4- 
yl ) carbonylamino] pyrazole ; 

1- (1 1 -Amino-ispquinol^-7 1 -yl) -3-trif luoromethyl-5- [ ( 5- (2 1 - 

methyl sulfonylphenyl ) pyrid-2 -yl ) carbonylamino] pyrazole ; 

1- (1 » -Amino-ispquinol-7 ' -yl) -3^methyl-5^ [ (2 f -aminosulf onyl - 
3-f luoro- [1, 1 ■ ] -biphen- 4 -yl) carbonylamino] pyrazole; 

1- (1 • -Amino~ispquinol-7 ' -yl) ^3 -methyl- 5- [ (2 ' -methylsulf onyl- 
3-f luoro- [1,1'] -biphen-4-yl) carbonylamino] pyrazole; 

1- (1 ' -Amino-isoquinol-7 ' -yl) -3-trif luoromethyl-5- [ (2 ' - 
aminosulf bnyl- 3 -chloro- [1, 1 ' ] -biphen- 4- 
yl) carbonylamino] pyrazole; 

1- (1 ' -Amino-isoquinol-7 ■ -yl) -3-trif luoromethyl-5- [ (2 1 - 
aminosulf onyl-3 -methyl - [1, 1 ' ] -biphen-4- 
yl) carbonylamino] pyrazole; 

1- (1 1 -Amino-isoquinpl-7 1 -yl) -3-trif luoromethyl-5- [ (2 1 - 
methylaminosulfonyl- [1, 1 ' ] -biphen-4- 
yl ) carbonylamino ] pyrazole ; 

1- (1 ' -Aminoisojquinol-7 ' -yl) -3-ethyl-5- [ (2 ' - 
methylamihosulf onyl- [1,1'] -biphen- 4- 
yl ) aminocarbonyl ] pyrazole 

1- (1 1 -Aminoisoquinol-7 > -yl) -3 -ethyl- 5- [ (2 ' -methylsulf onyl- 
[1,1'] -biphen-4-yl) aminocarbonyl ] pyrazole ; 
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1- (1 • -Aminoisoquinol-7 1 -yl) -3 -propyl -5- [ (2 1 -aminosulf onyl - 
[1,1'] -biphen-4-yl) aminocarbonyl] pyrazole; 

1- (1 1 -Aminoisocjuinol-7 1 -yl) -3 -propyl- 5- [ (2 ' - 
methylaminosulf onyl- [1, 1 ' ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (1 ■ -Aminoisoquinol-7 ' -yl) -3-propyl-5- [ (2 ' -methylsulf onyl- 
[ 1 , 1 ' J -biphen-4-yl ) aminocarbonyl ] pyrazole ; 

1- (1 1 -Amino isoquino 1-7 1 -yl) -3-ethyl-5- [ (2 1 -aminosulf onyl-3- 
f luoro- [1, 1 1 ] -biphen-4-yl) aminocarbonyl] pyrazole; 

1- (1 ' -Aminoisoquinol-7 ' -yl) ~3 -ethyl- 5- [ (2 ' -methylsulf onyl-3^ 
f luoro- [ 1 \ 1 ' ] -biphen-4-yl ) aminocarbonyl ] pyrazole ; 

1- ( 1 ' -Aminoisoquinol-7 ' -yl) -3-ethyl-5- [4- (N- 

py rr o 1 idinoc arbonyl - 1 -y 1 ) phenylaminocarbonyl ] pyr az o 1 e ; 

1- (1 1 -Aminoisoquinol-7 1 -yl) -3-trif luoromethyl-5- [4^ 
(imidazol-1 ' -yl) phenylaminocarbonyl] pyrazole; 

1- (1 ' -Aminoisoquinol-7 1 -yl) -3-trif luor.omethyl-5- [3-f luoro-4- 
(2-methylimidazol-l 1 -yl ) phenylaminocarbonyl] pyrazole; 

1- (1 '-Aminoiso(guinol-7 ' ^yl) -3-trif luoromethyl-5- [4- (2- 
me thy 1 imidazol-1 ■ -yl) phenylaminocarbonyl] pyrazole; 

1- (1 ■ -Aminoisoquinol-7 1 -yl) -3-trif luoromethyl-5- [2-f luoro-4- 
(2-methylimidazol-l 1 -yl) phenylaminocarbonyl] pyrazole ; 

[1- (3 1 -Aminobenzisaxazol-5 • -yl) -3 -methyl- 5- [ (2 1 - 
met hylsulf onyl- [1,1'] -biphen-4- 
y 1 ) aminocarbonyl ] pyrazole ; 

1- (3 • -Aminobenzisoxazol-5 ' -yl) -3-trif luoromethyl-5- [ (2 1 - 
aminosulf onyl-3-f luoro- [1, 1 1 ] -biphen-4- 
yl ) aminoqarbonyl] pyrazole; 

1- (3 1 -Aminobeiizisoxazol-5 ■ -yl) -3 -trif luoromethyl-5- [2- 
f luoro -4 ^ ( N -pyrrol idinoc ar bony 1 ) phenyl- 
aminocarbonyl] pyrazole; 

1- (3 1 -Aminobenzisoxazol-5 ' -yl) -3-trif luorotmethyl- 5- [ ( 5- (2 ' - 
aminosulf onylphenyl ) pyrid-2 -yl ) aminocarbonyl ] pyrazole; 

1- (3 » -Arainobeiizisoxazol-5 1 -yl) -3-trif luor ome thyl - 5 - [ ( 5 - (2 ' ~ 
metby lsul f onylpheny 1 ) pyr imid-2 - 
yl) aminocarbonyl] pyrazole; 
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1- (3 1 - Aminobenz i eoxazol - 5 1 -yl) -3 -methyl- 5- [ (4- (pyrid-3 ' - 
y 1 ) phenyl ) aminocarbonyl ] pyrazole ; 

1- (3 ■ -Aminobenzisoxazol-5 1 -yl) -3-trif luoramethyl-5- [ (4- 
( pyr id- 3 ' -y 1 - 3 - £ luorophenyl ) aminocarbonyl ] pyrazole ; 

1- (3 ■ -Aroinoindazol-5 1 -yl) -3-tri£lUoramethyl-5- [ (2 1 - 
aminoeulf bnyl-3-£luoro- [1,1'] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 ' -Aminoindkzol-5 » -yl) -3-trif luoromethyl-5- [ (2 1 - 
methyleulfonyl-3-f luoro- [1,1"] -biphen-4- 
yl) aminocarbonyl] pyrazole; 

1- (3 ' -Aminoindazol-5 ■ -yl) -3-trif luoromethyl^S- [2-f luoro-4- 
(N-pyrrolidinocarbonyl ) phenylaminocarbonyl ] pyrazole ; 

1- (3 1 -Aminoindazol-5 1 -yl) -3 -methyl- 5- [ (4- (pyrid-3 ' - 
yl ) phenyl ) aminocarbonyl ] pyrazole ; 

1- (3 ' -Aminoindazol-5 ■ -yl) -3-trif luororoethyl-5- [ (4- (pyrid-3 ' - 
yl-3-f luorophenyl) aminocarbonyl) pyrazole; ] 

1- (3 ' -Aminomethylnaphth^2 ' -yl) -3-tri£luoromethyl-5- [ (2 1 - 
methylsullf onyl-3-f luoro- [1, 1 1 ] -biphen-4- 
yl ) airiinodarbonyl ] pyrazole ; and, 

[1- (3 1 -Aminobenz ieoxazol- 5 1 -yl) -3-trif luororoethyl- 5- [ (3- 
f luoro -2 1 - hy droxyme thy 1 - [1, 1 * ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 ■ -Aminobenzisoxazol-5 ■ -yl) -3-trif luoromethyl-5- [ (3- 
f luoro- 2 ' -methylaminomethyl- [1, 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 1 -yl) -3-trif luoromethyl-5- [ (2 ■ - 
bromamethyl-3-f luoro- [1, 1 1 ] -biphen-4- 
yl ) aminocarbonyl 1 pyrazole ; 

1- (3 * -Aminobenzisoxazol-5 ■ -yl) -3-trif luoromethyl-5- [ (3- 
f luoro-2 *-pyridiniummethyl- [1, 1 1 ] -biphen-4- 
y 1 ) aminocarbonyl ] pyrazole ; 

1- (3 1 -Aminobenzisoxazol-5 ■ -yl) -3-trif luoromethyl-5- [ (2 ■ - 
ami name thy 1 - 3 - f luoro - [1, 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 ■ -Aroinobettzisoxazol-5 1 -yl) -3-trif luoromethyl-5- [ (3- 
f luoro -2 ' -N-pyrrolidinylmethyl- [1, 1' ] -biphen-4- 
yl ) aminocarbonyl] pyrazole; 
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1- (3 ' -Aminobenzieoxazol-5 » -yl) -3-trif luoromethyl-5- [ (3- 
f luoro-2 1 |imidazol-l"-yl- [1,1*] -biphen- 4- 
yl ) aminocarbonyl ] pyrazole; 

| 

1- (3 1 -Aminobenzisoxazol-5 ■ -yl) -3-trif luorometbyl-5- [ ( (2 1 - 
( 4 n - t -but oxycarbony 1 ) piperaz in- 1 n -y lmethy 1 ) - 3 - f luoro- 
[1, 1 1 ] -biphen-4-yl) aminocarbonyl] pyrazole; 

1- (3 • -Aminobenzieoxazol-5 1 -yl) -3-trif luoromethyl- 5- [ ( (2 1 - 
(M,N-dimethylamino)pyridiniuinmethyl) -3-f luoro- [1, 1 ■ ] - 

biphen-4 -yl ) aminocarbonyl] pyrazole; 

i 
! 

1- (3 ' -Aminobenzisoxazol-5 1 -yl) -3-trif luoromethyl -5- [ (3- 
f luoro-2 ■ 4-piperazin-l"-ylmethyl- [1, 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 8 -Aminobenzisoxazol-5 1 -yl) -3-trif luoromethyl -5- [ (3- 

f luoro-2 1 j-N-methylmorpholiniufflmethyl- 11, 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; 

1- (3 • -Aminobeniisoxazol-5 ■ -yl) -3-trif luoromethyl -5- [ (3- 
f luoro-2 " j-morpholinometbyl- 11, 1 • ] -biphen-4- 

yl ) aminocarbonyl ] pyrazole; 

i 

1- (3 1 -Aminobenzieoxazol-5 ■ -yl) -3-trif luoromethyl -5- [ (3- 

f luoro-2 » l r <N-methyl-N-metho*yamino) - [l f 1 1 ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; ] 

i 
i 

1^(3' -Aminobenzisoxazol-5 1 -yl ) -5- [12' -methylsulf onyl-3- 
f luoro- [1,1*] -biphen- 4-yl) aminocarbonyl] triazole; 

1- (3 1 -Aniinobenzisoxazol-5 ' -yl) -5- [ (2 ' -aminosulf onyl-3- 
f luoro- [1> 1 ' ] -biphen- 4 -yl) aminocarbonyl] triazole; 

i 

1- (3 ■ -Aminobenzisoxazol-5 ■ -yl) -3-trif luoramethyl-5- [ (2 ■ - 
methylamibosulf onyl-3-f luoro- II, 1 1 ] -biphen- 4- 
y 1 ) aminocarbonyl ] pyrazole ; 

1- ( 3 ' -Aminobenzisoxazol-5 ■ -yl) -5- [ (2 1 -dimethylaminomethyl-3- 
f luoro- [l|, 1 1 ] -biphen- 4 -yl) aminocarbonyl] tetrazole; 

1- (3 1 -Aminobenzisoxazol-5 ' -yl) -3 -ethyl -5- [ (2 ' - 

dimethylaminomethyl-3-f luoro- [1, 1 f ] -biphen-4- 
yl ) aminocarbonyl ] pyrazole ; and, 

i 

1- (3 ' -Aminobe»zisoxazol-5 1 -yl) -3 -ethyl- 5- [4 ' - (2 1 ' - 
dimethylaminomethylimidazol-1 v 1 -yl ) - 2 ' - 
f luorophenyl ) aminocarbonyl ] pyrazole ; 



I 

i 
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or pharmaceutibally acceptable salt thereof* 



13- (Amended) A method for treating [or preventing] a 
thromboembolic disorder, comprising; administering to a 
patient in need thereof a therapeutically effective amount 

of a compound according to Claim 1 or a pharmaceutical ly 

i 

acceptable salt thereof. 

j 

14. (Amended) A method for treating [or preventing] a 

thromboembolic! disorder, comprising: administering to a 
patient in need thereof a therapeutically effective amount 
of a compound -according to Claim 2 or a pharmaceutical ly 
acceptable salt thereof- 

i 

15. (Amended) A method for treating [or preventing] a 

thromboembolic! disorder, comprising: administering to a 
patient in need thereof a therapeutically effective amount 
of a compound 'according to Claim 3 or a pharmaceutical ly 
acceptable sal|t thereof. 

16. (Amejnded) A method for treating [or preventing] a 

thrombo embolicj disorder, comprising: administering to a 
patient in neeid thereof a therapeutically effective amount 
of a compound jaccording to Claim 4 or a pharmaceutical ly 
acceptable salt thereof* 

i 

17. (Amended) A method for treating [or preventing] a 

thromboembolic: disorder/ comprising: administering to a 
patient in ne4d thereof a therapeutically effective amount 
of a compound jaccording to Claim 5 or a pharmaceutical ly 
acceptable salt thereof. 

18. (Amended) A method for treating [or preventing] a 

thromboembolic disorder, comprising: administering to a 
patient in need thereof a therapeutically effective amount 
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of a compound according to Claim 6 or a pharmaceutical ly 
acceptable salt thereof. 
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